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(54) NEW SUBSTITUTED ACETAMIDE COMPOUND 

(57)Abstract: 

PROBLEM TO BE SOLVED: To obtain a new 
acetamide compound that has anticolinergic activity 
and is, therefore, useful for cure of dysurea in 
nervous pollakiurea, gastric ulcer, gastritis, 
cholangitis, spasm, and/or hypokinesis. 
SOLUTION: This new acetamide compound of 
formula I [R1 and R2 are each an aryl; R3 is hydroxy 
or a halogen; R4 is formula II or III (R6 is H, an imino 
protective group, etc.) or the like; R10 is H, or a lower 
alkyl; A is a lower alkylene; (n) is 0 or 1], for example, 
2-hydroxy-N-methyl-2,2-diphenyl- N-[[1 ,2,3,6- 
tetrahydro-1-(4-methoxybenzyl)-4-pyridyl]methyl] 
acetamide, or its salt is obtained, for example, by 
making a compound of formula IV, or its reactive 
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derivative or salt react with a compound of formula V, or its reactive derivative or salt. 
When the compound of formula IV is used in the form of a free acid or salt, the reaction is 
preferably carried out in the presence of a condensing agent, such as N,N- 
dicyclohexylcarbodiimide. 
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/v&if] , j&ftxf-uy. f f?tHo75y. -e-ftt 

TflWrcS*. RJ6afla*&fcl»5e3iv*\ a$. 
£4. -ft^aBcfcfflv^fiijffaKriWaBi: UTti. & 

k [fci:itf«B. ffiis. ^if] tfzte&m-itsm [tz 

fc^tfia-ft^oA. SiS^oA^if] fc^«^*3tti*S 
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if] krai^Wiiti't**. M&jiTclc.fflv'. 
^ft4#jS&fi4«i: L-Tti. [fci:;c.tfa£ 

nfrif] . 'uw&nut [tzbx.\s>uwj*mm. 

A^y'^AI, SHIf^i^A. A7y>)A«. 30-f 
-flSK^'J^A&if] . x -y -trivrnm \_tzbt irMjt- 

»/1r>V* mt—'v'TlV. ^*-X-y^/V&if] . rJA/V 

FS4J& [^tx.(f}l7c37<;u-h x 5*—arfA>h%: 
if] . ffeii^ [Ttt^ffSTC^. ?*-&Zb'l . 
« [fefciJiaBM. 5*-ffl« V)U-?>m%b' ] =Srif 
^tlffl«0t«7)S-Wi)C:i:*>T^4. S7C(±. 31?£. K 

7cKfflv^<xSff»Sr«F«i: LTt±. HrffiOjfflK ; fci 

r>'tlfflco^. ^fcite'^x^-n-x-x/K 

y. fh7tFo77^i:'; 4 tzteZtihoM&fa* 

ffi. ^ai^r^LMTTif^n^. /^a!^Kx^T■y^i: 
WEJ6Kfflv^*i.6»a : fir f Aniiixf^j t LX 

ykX-HSriffciiWf 6 itfDRffiti. ffl 

;<7)51B>1coae<J-fb^l ( I ) fciT/ESt LT 
S)t)^*3tt4frlBC0#fSW*43t{2ffi<7)^-^^^* 

ffl-c-j>4. aw<k^i ( i ) tsxxmmbLxvt&zti 
[ i ] ffl&nm 

#:fi2 4 0^rV>L4 5 0 gOtlttS. D. 

^y 1 . 0 g/k gfl?T&8*T'fftifL£. TISOi: 3 tc 

»HE**ajUfc. x^yi^Xiif-i-7' («.gl . 2 m 
m. IJ5cm) co-ffitcBX0WtA.iX7t:MVU-y2r. 

Sfet. 4WBf«. KMPJ^-WBra^^yxf-uy^i-y 

^L3t„ ZCDtztb, ffimnW^V-yfc. mi OmmH 
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[in mmtsm 

-y'7i-/HN-[(l, 2. 3, 6-fh7tKn 

— 4 — t d i^vu) >f/p] 7-fehrs KisigJS 
[iii] Mi^m 

ED 3 Of! (mg/kg) JiWTOiiOT'fcoJt. 
ED30 = 0. 00 56 (mg/kg) 
i<?5«IBOEaBHBRflHi, SAWtefli ( I ) ifcti E3K 

t Lttfssfi* jmmtt lt, matt 

T. »MirtfcJ:tflHFI*lrt**tJ) 

W-yFSI, hu-*»L ar-fe/WPk ?y-A. 
I7DV-/K ®Affl^*. 

mmm^mmt Lx¥f®ztL&i&#bm&Lx$m 
ttztiz. i&mtcwf. 2t>iz. mm. sen. tas 

( i ) ttcitmmt i/cw*fs*i**«>«4, ^%com 

-f^% ( i ) (vfew&mmmit. xmz&ttbmtnm 
%<r>ttt$±xfm.mzz.ix3miv. ttztL&aK - 

m*i1k¥<?)%>'&. lBS^OO. 01^L20mg<^ 
aWt^ft ( I ) Srb httllimttonfaAl kg^fti) 
fc. ttl*lrt«-5-tf>*£\ lBSfcOO. l$rV>L20m 
gOiWft^ft ( I ) £fc b*fcUSM&<0*fc*l k 
fcOfc. SP&-5-?)%&. lBSfcOO. 
mg<0BM^ft ( I ) £b F*fcttifflj<D*fil kg 

SSBiflll 

N- (4-t'Jy*;Mf^) TthTiK (6. 0 1 
g ) k 6 0%*S-fk^ h'J^Ad. 7 6 g ) CON , N 
-y>fWi7J K (6 0ml ) 4»^S^«!I^*J* 
T£4 5#HJSfPU ;W:3-7(b(f^ (6. 2 54 

g) tmrtti. &itzm&®&mi&x'2 5<ftmffl 

/57 -f- (?OD*M-^;y-iW fcffl/CifcR 



N- (4-ti;y;Mf;H 7-feh7SK (5. 46 

g) S:*ffe«9*i: LTttfc. 

mp : 34-42"C 

IR (PS 3— A-) : 1630 cm" » 

NMR (CDC1 3 .S) : 2.12 and 2.20 (3H, s) . 2.98 (3H, 
s),4.54 &J:lS 4.60 (2H. s), 7.10-7.17 (2H, m). 
8.54-8.64 (2H. m) 
HMfflfr (m/e) : 165 (M + + 1) 
Ttmttffi : C 9 H 12 N 2 0 0.5H 2 0 
ffgffi C 62.41, H 7.56, N 16.17 
H$HI C 62.44, H 7.73, N 16.10 

N-^f-^-N- (4-tT'J vVkXf-rt') TMrhTSF 

(5. 3 4 g) £4-* h^f^y^Vl/^n^-f F 

( 6 . 1 1 g ) <7)T-fe h>(30ral) 
Tfc3B*|HHW*U **T?*SJflL S/xf-n-x— r7P 

( 1 00m 1 ) T«RLfc. r^Vx-v-aytCtO. 
4- (N-7-fef^-N-^f;P7$y^f;l') - 1 - 

(4-^ h^f^y^VW) bryi^^A^o^-f FSrffl 
S»t **fbfc«>S!W- h 'J ( 4 . 9 2 

g) Sr. ^fflt^O^y-A- (100ml) *<7)M 
WmmzfctfiTlz'JrL-f'oiattz . £ tfc»£tt*HiB 

Ti. 5B$mmi. m&x—&ffiW2-£. m^x-m 

— )V) fcttLT, N-^/P-N- [ [ 1 , 2. 3. 6 
-fh 5 b Fa- 1 - U-* h^-v-O^'/l-) -4- 
b-yv-VH T-feFTSF (5. 88 g) 

IR Qy 3-W : 1635, 1240 cur 1 
NMR (CDClg.S') : 1.98-2.02 (2H, m) , 2.06 fcit/ 
2.10 (3H,s), 2.51-2.60 (2H, m), 2.87 tSZTf 2.90 
(3H, s). 2.98 (2H, m). 3.52 fcitf 3.53 (2H, s), 
3.77 tiXXf 3.92 (1H, br s) , 3.80 (3H, s), 5.46 (1 
H,m), 6.85 (2H, d, J=8.5Hz), 7.24 (2H. d, J=8.5Hz) 
m&ftffi (m/e) : 289 (M 4 +1) 

N-^f-;U-N- [ [1, 2, 3, 6-fh7tHD- 
1- (4-^h^>-O^U) -4 -try i>VU] 
lV\ T-bFTSF (5. 5 1 g) kTKBHb^-hy^X, 
( 3 . 8 2 g ) <7)7k (12ml) W^y-/K25m 

i ) *<3»«*2Biasfiiiu ^ffl^T-^aif*. 
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T. N-^^;U-N- [ [ 1 , 2, 3, 6-fb7tK 
n _! - (4-^ h^r^y^U-) -4-b 0| J^] -X 
f-yp] ray (3. 0 0 g ) £*lfe«M#felfc LTWfc. 
IR (jTS/ a— Hr> : 3320, 1640, 1615. 1240 cm" 1 
NMR (CDC1 3 .$) : 1-63 (1H, br s), 2.06-2.16 (2H, 
m),2.39 (3H, s) , 2.56 (2H, t. J=5.7Hz), 2.96 (2H, 
■), 3.20 (1H, br s), 3.52 (2H. s), 3.80 (3H, s), 
5.55 (1H, m), 6.85 (2H, d, J=8.7Hz), 7.26 (2H,d, J 
=8.7Hz) 

»S^«f (m/e) : 247 (M* + 1) 

2-?uo-2 . 2-y7x-;U7-feW07^ H 
( 1 . 3 3 g ) CO^s-ey (6ml) tpCOm&Z . ( 3 
S) - S-ra/^r^^'JyyZ^e (996mg) 
t h'JXf/UT^y ( 1 . 5 2g) ON, 
^AT^ F (10ml ) ff^JSfFSJBafcMiaTiiST 
U 2-^oo-2, 2-y'7x^-N- ( ( 3 S) 

fc. £ttorl^£Rlift"C2 lWHSHWPbfc. RJE?Ftl=r 

9*Lfc. «B**W^^ (20ml ) fc»»U * 
«JlNSi(22. 5. 1 5m 1 ) T2mtAtHL 
fc. *t»ffi«*-&;fcrt4\ 7 5-CT2. 5BWSBWPU 

e*Lfc. ^ft5r^yrobvux-T^^^B B Bit: 

LT. 2-b 2-y7i-^-N- 

( (3s) -3-^;^'^) r-bhr^K (so 

6mg) Zm&S&tt LT»fc. 
mp : 160-162°C 

IR (Jy 3-W : 3410 , 2720, 1680 cm' 1 

NMR (DM50-d 6 .tf) : 1.41 (2H, m), 1.57-1.66 (2H, 

m), 1.88-1. 93 (1H, m) , 2.32 (2H, dd, J=14.2, 4.8H 

z), 2.66-2.74 (5H, m) , 3.15-3.28 (1H, m) , 3.95 (1 

H, m), 6.76 (1H. d, J=7.2Hz), 7.31-7.46 (10H, m) 

mSLtttiT (m/e) : 337 (W + 1) 

[a)D24.5 = -26.2 (c-1.01. *9 J—M 

jmttVr : C 21 H 24 N 2 0 2 

fttttt C 74.97, H 7.19. N 8.33 

HPJM C 74.26, H 7.17, N 8.17 

xX/U-N- ( ( 3R) -3-^7^U^) T-bh 
uv4 Yh ( 3R) -3-7^^r7^'Jy>Z» 
mp : 161-164.5 C 

IR : 3420 , 2720, 1680 cm' 1 



NMR (DMSO-de.S) : 1.36-1.44 (2H. m) , 1.57-1.66 

(2H,in) f 1.85 (1H, br), 1.87-1.92 (1H. m) , 2.31 (2 

H, dd, J=14.2, 4.7Hz), 2.57-2.74 (4H, m) , 3.22 (1 

H, ddd, J=14.2, 9.5, 2.0Hz), 3.92-3.96 (1H, m),6.7 

2 (1H, d, J=7.4Hz), 7.31-7.45 (10H, m) 

©fi^W (m/e) : 337 (M + + 1) 

(a)D26 = +26.2 (c=1.01, *9 J—M 

jtMftffi ' C 21 H 2 4N 2 02 

ffffffi C 74.97. H 7.19, N 8.33 

mmm c 74.73, h 7.31, n 7.97 
mmmi 

N-^^-N- [[1, 2, 3, 6-fh7t Fn- 
1 - (4-^ h^f^y^VP) -4-t'Jy>] J*^ 
;U]T5y(l. 2 3 g) <7)<y-b*y ( 0. 6ml) t 
n-'v^y ( 1 . 4ml ) 4><0*JBE£* 2-?on- 
2, 2-y7x-mf/^07^fF(l. 33g) 
<D<y-fe* y ( 3 . 6ml) tn -"s&y-y (2.4m 

i ) ^commm^zm^rcmTLx . 2-^do-n- 

*f^-2, 2-y'7x^-N- [ [1, 2, 3, 6 
-fF7tFn-l - (4-> h^f^y^yu) -4- 

««r9*Ufc. «Wfc*l. 4-y^tV(20m 
1 ) UNSS (10ml) teigJWU ««*70X:T 

x-^ fc Mit h U Cr A7K?§?S t tfDiSfctfE L*: . * 

(ilxf;l.-^^/-;H tc#LT. 2-tF 
n^v-N-^fv^-2, 2-y7x^-N- 
[[1, 2, 3. 6-fh7tFP-l-(4->^ 

( 1 . 64 g ) LTff^c 
IR (jfy 3— A) : 3320, 1620, 1230 cm' 1 
NMR (DMSO-de,^) : 1.47 *><*£/ 1.92 (2H, n). 2.30 

«t 1/2. 42 (2H, m), 2.69 (3H, s), 2.83 (2H, m), 
3.40 *>it/ 3.44 (2H, s) , 3.73 (3H, s), 3.87 (1H, 
br s), 5.28 *5«kt/ 5.43 (1H, m), 6.78 (1H, s) , 6.8 
7 (2H, d. J=8.5Hz), 7.17-7.28 (12H, m) 
MMtttiT (m/e) : 457 (M* + 1) 

x -;W-N-( (3-trU^VU) T-bhTSF 
^f-;PT^yh 2-^on-2, 
2-y7x-;l/7-feWn7^ K#>£S8isLfc. 
mp : 141-144 C 

IR (Jn-« : 3350, 2700. 1670 cm" 1 

NMR (CDCI3.S) : 3.69 (1H, br), 4.46 (2H, d, J=6. 
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lib) ,7. 16-7.59 (13H, m) , 8.33 (2H, br s) 
M&ftffi (m/e) : 319 (M + + 1) 
Ttmftffi : C 20 H 18 N 2 O 2 
ff^ffi C 75.45, H 5.70. N 8.80 

mmm c 75.53, h 5.75, n s.so 
mmw3 

- [ ( 2-hFn^y-2, 2-i/7x-^7tf/l/) 

2-b KD^r5/-2, 2-i/'7x^-N- (3-b°U 
y;k* +*U ) T-b h T 5 K k 3 £«3S L 

fc. 

rap : 184-187. 5°C 

IR Of/ 3-*) : 3290, 1670 cur* 

NMR (DMSChd 6 ,£) : 4.29 (3H, s), 4.49 (2H, d,J=6. 

1Hz), 6.91 (1H, s), 7.27-7.41 (10H, m), 8.07 (1H, 

dd, J=8.0. 6.0Hz), 8.34 <1H, d, J=8.0Hz), 8.80 (1 

H, br s), 8.86 (1H, br d, J=6.0Hz), 9.06 (1H, t, J 

=6. 1Hz) 

M&tttit (m/e) : 333 (M+ - I) 
7C*#tff : C 21 H 21 IN 2 0 2 
tWffl C 54.80, H 4.60, N 6.09 
HSOffl C 54.53, H 4.51, N 5.87 

mm a 

- [ ( 2-b h'O^y-2, 2-"S/'7x^7W) 

rsy^fvu] -1- try*; 

-W^n7^KJ, 2-hFn^ry-2, 2-y7x 
-/1/-N- ( 3-\ZVisWJ~)V) T*l YT^ Hi 4- 

m P : 68-75 C 

IR (7<AA) : 3450, 3280, 3150, 1660, 1255, 1215 cm 

NMR (DMSO-d 6 ,S) : 3.76 (3H, s), 4.50 <2H, d,J=6. 
0Hz), 5.77 (2H, s), 6.93-7.00 (3H, m), 7.26-7.40 
(10H, m), 7.50 (2H, d, J=8.7Hz), 8.05-8.13 (1H, 
m), 8.39 (1H, d, J=8.0Hz), 9.05 (1H, t, J=6.0Hz), 
9.12 (1H, d, J=6.0Hz), 9.18 (1H, br s) 
Si^W (m/e) : 439 (M + - CI), 319 

mm 5 

2-tKo^y-N- [ (1, 2, 3, 6-f b7tF 
n- 1 -*7-)\s-4-tVisJl>) *^)V^ -2, 
7x^7^h7SH (336mg) fc3*>fLX^;P 
( 1 4 9mg ) CON, N-y7f;^;^7$ H ( 1 . 

7mi ) ^sjRSrsaiT-aasB^u. ^x^x-x 

/UT*RLfc. «fcl*»**rafc:J:0«»T. 1, 2, 
3, 6-fh7t Kn-4- [ (2-tFD^y-2, 
2-y7x-;l/7-fef^) 7$^f/l^] -1, 1 -I? 



*fVUtry yZ^AH-y'K ( 5 O 1 m g ) £$sftS3fc 
mp : 169-174'C 

IR (Jv a— « : 3380 , 3230, 1665 cm* 1 
NMR (DMS0-d 6 ,S) : 2.26 (2H, br m) , 3.01 (6H, s) , 
3.40 (2H, t, J=6.1Hz), 3.77 (2H, br d, J=5.7Hz), 
3.83 (2H, br s) , 5.40QH, br s), 6.79 (1H, s) , 7.2 
8-7.40 (10H, m), 7.42 (1H, br t, J=5.7Hz) 

(m/e) : 351 (M + - I) 
7US##T : C 22 H 27 IN 2 0 2 DMF 
fttMl C 54.45, H 6.21, N 7.62 

mmm c 54.47, h 6.26, n 7.52 
mmi5tmmt,zLx, 4- c (2-tKp^y-2, 

2-y7x-^7tf;H7$/^f/l/]-l, 1~'J 
*f7Ptf"OJ ^A3 — j/Kfc. 2-tFD^y-N 

- [ ( 1 -*fVP-4-^y SMO -2, 2 
-y'7x x/ur-fe h T 5 ^ Lfc • 

mp : 189-191°C 

IR (Jv 3— W : 3460 , 3380, 1665, 1650 cm- 1 
NMR (DMS0-d 6 ,S) : 1.45-1.8 (5H, m), 2.98 (3H, 
s),3.07 (3H, s), 3.09-3.44 (6H, m) , 6.71 (1H, s), 
7.22-7.42 (10H, m), 8.27 (1H, br t, J=6.1Hz) 
WSftVi (m/e) : 339 (M + - I - CH3 + 1) 
fcMftffi : C 2 2H29lN 2 0 2 DMF 
ff«ffi C 54.25, H 6.56, N 7.59 

mmm c 54.29, h 6.61, n 7.36 

2-tHndfy-2, 2-y7x-^-N-(3-^ 
?»Jy-;H T-fe hT5 H (178mg) bBWtX^J- 
;K78. 9mg)<7)N, N-^fW;^75H 

(O. 7m 1 ) *tO»»*SiBT-««ffl^ ^Xf-;P 
x-^CftRLfc. mm-fcZiFT&lZl: OMfrT. 3 

- [ (2-hFo^fy-2, 2-y7x^7W) 
T^y] - l-^f;K7;'Jy-W3-yF (21 
6mg) Lttl^o 

mp : 223-229'C 

IR (W 3-W : 3500 , 3330, 1655 cm" J 
NMR (DMSO-dg,^) : 1.7-2.2 (5H, m) , 2.91 (3H, s) , 
3.3-3.55 (5H, m), 3.74 (1H, br t, J=11.2Hz), 4.19 
(1H, m), 6.89 (1H, s), 7.29-7.44 (10H, m), 8.51 (1 
H, d, J=6.5Hz) 

(m/e) : 351 (M* - I) 
7C*^*f : C 22 H 27 IN 2 0 2 

nmm c 55.24, h 5.69, n 5.86 
mmm c 55.03, h 5.56, n 5.97 
mmms 

2-tHD^y-2, 2-y'7x^-N-((3S) 
-3-^r5^U^x;U) 7th7SH (336mg) % 
N, N-^^;U*;W*TS H ( 1 . 3ml) 
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^)V<7) Y)VX.y ( 1 . 5 rn 1 ) 1 M?§$<7)^ft£ 

WUx>- (4ml) TSJRU &I^fc£iFi§k: 

y-y^^^^CLT. (3S) -3- [ (2-bH 
n^ri/-2, 2-^x— iVT^)V) 7$/] - 1- 
^fM^^'Jy^A/P^h' (288mg) Sr^fe 

mp : 253-257"C 

IR (Jy s — Ar> : 3300 , 3220, 1650 cm" 1 
NMR (DMSO-d 5 ,S) : 1.7-2.2 (5H, m) , 2.92 (3H, s), 
3.3-3.55 (5H, m) , 3.75 (1H. br t, J=11.5Hz), 4.18 
(1H. in), 6.90 (1H, s) , 7.29-7.44 (10H, m) , 8.53 (1 
H, d, J=6.5Hz) 

«fi#tfr (m/e) : 351 (W - Br) 
(a)D21 = -14.9 (c-1.01. *9 J—M 
im%Vx : C 22 H 27 BrN 2 0 2 
EY%m C 61.26, H 6.31, N 6.49 

mmm c 61.20, h 6.36. n sai 
mmmstmm^Lx. or) -3- [ (2-tb-n 

*v-2. ^-)VT^)V) 7^] - 1 

mp : 254-257. 5°C 

IR On-I') : 3300 , 3220, 1650 or* 
NMR (DMS0-d 6 ,S) : 1.7-2.2 (5H, n), 2.91 (3H, s), 
3.3-3.55 (5H, m) , 3.75 (1H, br t, J=11.5Hz), 4.20 
(1H, m), 6.89 (1H, s) . 7.29-7.44 (10H, m) , 8.52 (1 
H, d, J=6.4Hz) 

nS.#Vr (m/e) : 351 (M + - Br) 
(a)D21 = +15.2 (c=1.00. *9 J—M 
Ttmttffi : C 22 H 27 BrN 2 0 2 
ftfffi C 61.26, H 6.31, N 6.49 

mmm c 61.07, h 6.20, n 6.40 
mum 1 0 

«JtW2k|B«fc:Lr. 2-tFD^-N-[(l, 
2, 5, 6-f-b7tFo-l-^^U-3-fcrU> ? 
;U) - 2 , 2-y7x-^b7^HM 

Sr. ^JSM3^BW^»^KitL^o 
m P : 183-188°C (1«X*7U— ' f VmtT/U-X* / 

-;W>>£>) 

IR (Jy a-W : 3420 , 3230 , 2680, 2600, 1675 cm" 1 
NMR (DMS0-d 6 ,tf) : 2.28 (2H, m), 2.71 (3H, s) , 3. 
05 

(2H, m), 3.4-3.55 (2H, m) , 3.70 (2H, br d, J=5.6H 
z), 5.65 (1H, m), 6.81 (1H, s) , 7.22-7.42 (10H, 
m), 8.38 (1H, t, J=5.6Hz) 
m&tttiT (m/e) : 337 (M* + 1) 

mm 1 1 



«JWW2fc|5l«fc:LT. 2-tKodfy-N- [ [ 1 , 
2, 5, 6-fb7tFo-l- U-*}**^:/^ 
;U) -3-h'D^VU] ^^/H -2. 2-^7x^7 

IR (jTy 3-W : 3380, 1650, 1240 cnr 1 

NMR (CDC1 3 .S) : 1-66 (1H, br s) , 2.10 (2H, m) , 

2.46 

(2H, t, J=5.7Hz), 2.80 (2H, br s) , 3.46 (2H, s) , 
3.79 (3H, s), 3.77-3.85 (2H, n), 5-52 (1H, m) , 6.4 
4 (1H, br t), 6.84 (2H. d, J=8.7Hz), 7.14-7.44 (12 
H, m) 

MMttVT (m/e) : 443 (M + +1) 

mmi 2 

2 -b b'n^-^-N-^^l/- 2 , 2-y'7x^-N 
-[(1, 2, 3. 6-fh?tHa-4-tuy/H 
-rffvP] T-trhTSFfflffiKS (200mg) tlO%^ 
y i/*?J±$i (80mg)^ fJ—JV (3ml) +Ofi 

2, 2-y7x-^-N- [ (4-hX'Jy» 

;H 7th7$ F*g»« (102mg) L 

mp : 132°C (ftM) 

IR (jfy : 3350 , 3120 , 2700 , 2530 , 2480, 1620 

cm" 1 

NMR (DMSO-dg.S) : 1.32-1.39 (2H, n) . 1.68-1.75 

(2H,m), 1.95 (1H, m) , 2.7-2.9 (2H, m) , 2.79 (3H, 

s), 3.21-3.33 (4H, m), 6.82 (1H, s) , 7.25-7.36 (10 

H, m), 8.86 (1H, m) 

M&ftVi (m/e) : 339 (M + + 1) 

Ttmttm : C 21 H 26 N 2 0 2 HC1 1/2H 2 0 

fhJM C 65.70, H 7.35, N 7.30 

m$M C 65.62, H 7.65, N 7.06 

mmmi 3 

mmmi2tmmizLx, 2-t^y-2, 2-^ 

7x-;HN- [ ( l-**)V- 
;U] 7th7$KSI^, 2-th'D^y-N- 
[(1, 2, 5, 6-fh7tHn-l-^f/l/-3- 
b'J^/U) -2, 2-y7x^7th7a F 

mp : 152-156°C 

IR (jln-W : 3400 , 3200 , 2650 , 2550, 1680 cnr* 
NMR (DMS0-d 6 ,S) : 0.99-1.06 (1H. m) , 1.64-1.72 
(3H,m). 2.09 (1H, m) , 2.49-2.73 (2H, m), 2.62 (3H, 
s), 3.03-3.33 (4H, in) ,6.78 (1H, s) , 7.23-7.43 (10 
H, m), 8.36 (1H, br t) , 10.48 (2H, br) 
Bfitftff (m/e) : 339 (M + + 1) 
ivmftm : C 21 H 26 N 2 0 2 HC1 
%tMm C 67.28, H 7.26, N 7.47 
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C 66.80, H 7.53, N 7.41 

mmm 1 4 

2-b 2~y7x^-N 
-[[1, 2, 3. 6-fh7t Fa- 1 - (4-* h 
^r^y^VU) -4-trUs/AO -XfvU] T-feFTS F 
(1. 6 0g)U-^naxWnn^M-h 
(0. 50g)<01. (16ml) 

S?IT^3 0^i?i^L. ztuzxfs- 
;Kl6ml) $rflni_. it ftdteft MBTFfcS 0# 

«E*«*Lfc. SfiSlSrlNttH (25ml ) fc^'x^ 
;Px-f^k«OlBt*ELfc. 1 N7*ig 

ft^ F "J ^7A7K?§?S (35ml) TffllttCL, »S!X 
^TttaJLfe. *aj«S:<t«WcT«fe»L. SKBW-FL) 

fcStSALT. 2-th'oJfy-N-^f;l/-2 1 2- 
y7x^-N- [ (1, 2, 3, 6-fh7hFu- 
T-fe FT^ F'ttttS ( 69 5m 
s) Sr*Sfe»fli: LTWfc. 
mp : 157-161°C 

IR (?n-iH : 3350 , 3120 , 2790-2480, 1620 era" 1 
NMR (DMSO-d 6 , d) : 1.87 and 2.15 (2H, m) , 2.73 (3 
H,s), 3.02 and 3.14 (2H, m), 3.35-3.54 (2H, m),3.9 
5 (2H, m), 5.44 and 5.53 (1H, m) , 6.91 (1H, s) , 7. 
21-7.37 (10H, m),9.17 (2H, br s) 

(m/e) : 337 (M* + 1) , 319 (M + - OH) 



1 5 

mtmiiitmmizLx. 2-b hd^-n- [ o 

-tr^ysMO -2, 2-^7x-;UT-feF7 

5 F*£t#§£. 2-b H'o^y-2, 2-y7xX/P- 
N- [ ( 1 -^^-3-b°^U^;P) T-fe F 

mp : 57-67°C (BSxf^A^) 
IR (JTy a— W : 3290, 2700-2300, 1650 cm" * 
NMR (DMSO-dg,^) : 1.10 (1H, m) , 1.62-1.71 (3H, 
m),1.99 (1H, ra), 2.62 (2H, n) , 2.96-3.11 (4H, m), 
6.78 (1H, s), 7.25-7.41 (10H, m) , 8.37 (1H, br t) , 
8.77 (1H, br), 9.00(1H, br) 
Sti#W (ffl/e) : 325 (M + + 1) 

mmmi e 

mmiiAkmmfcLx. 2-h^s/-2, 2-y 

7x-/HN- [ [ 1 , 2, 5, 6-fh7t Fo-3 
rap : 86°C 

IR (Jfy 3-W : 3300, 2700-2550, 1645 cm" i 
NMR (DMS0-d 6 ,S) : 2.22 (2H, m) , 2.73-3.24 (2H, 
m), 3. 32-3. 44 (2H, m) , 3.69-3.76 (2H, m) , 5.65 and 
5.75 (1H. br s) , 6.83 (1H, s) , 7.22-7.47 (10H, ra) , 

8.37 and 8.48 (1H, each t, J=6.0Hz), 9.34 (2H, br 

s) 

M&tttft (m/e) : 323 (M + + 1) 
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